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[0025] C— C /M3T/var/i^S<bUT(4> J:IE*§-ryV=¥y^S<^7K^J!^^^<^^^^<it)lo;5S 

1 10 
1 10 

j^-a-^xary— /l^SirbXfi. ^:3^y[3, 4-b]t;°7i^:/-5-'r/K :7o[3, 4-b] 
t°7-:/>'-5--l'>'VS.tJ«6H-b:°nt3 [3, 4-b] l::°7i:^^^-5— r/>^;65^}f btLSo 
[0026] C"C r/v=i=ar^>Si:LT{i. iSl^. ^|ldfeX^±Sit^cov^-ri^-et>J:<>F!l^f^. 

1 10 

oih^ri^, n-IT'O/Kdrv', i-7°P/tf=3f-->, n-^>dr>^, i-^>dr^>, s-:7>=3?-v', t 
-yh^v'. n-^:/^7W-;i-drv', rv-^^-y ^V-;^^-^ ^ 1, l-v?^^>'W:7°ci2K^v', 1, 2 
-v?^9^/V^n/K=ari/, 2, 2-v'p<^/wyn/K=3r'>. l-:3^^/W^DjKd^ix, 1,1, 2-V) 

1, 2. 2-hy^^/V:/a/K^v-, l-::^^/U-l-^^;U:/tiyi^^iy^ 
l-^^/l'-2-:pi^^Uy'u^^i^l-;>i^/V-^}>^iy, 2-?i=f-/Uzfh^i^, 3-;^5^/V:/> 
^^X, l-ai^yU^hdri:^, 2-ai^/W^>drv^, 1, 1— :^>^/U:/hdr->, 1, 2-v'^^>'U 

:?'^=3s^^x, 1, 3-v'^^>'W:/hdf^v^. 2, 2-V'?t9-^uy'h^iy. 2. 3-i^>f^/v:/h^i/, 3 
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[0027] ±IB^(la)-(ld)T♦^$^^;5'^li-^^<tbTf:i. ■fi^llX-f^, TIEOt)Od5^lf bt^S 
[0028] [-(1:29] 




wo 2005/068439 



23 



PCT/JP2005/000209 



[0029] MbSO] 



o o 

N N 




NH2 



N_N 




N _N 



NH 



Q 

<i N 



[0030] WbSl] 



Q 

N_N 

O-N-^ ^NH2 





=H H /= 



N-Q— NH2 





=K H /= 



N-Q— NHj 





/>— NH2 
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[0031] [<b32] 



n' 'n n' 'n 




[0032] L^\133] 
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[0033] Mb34] 





N N 



Q-N^Qv— NH 



2 




[0034] ^(la)-(ld) (iC(18a)-(l8d))-e^$tLS^b'a'^O^^i£(Clot/NT, 

[0035] ['ft:35] 

N ^ N 

r* 

i^^. R -R'fi. JifS^rlUCo ) 

:^7/l"yi^^ai7'^"y-?— ;ar>'.h^>'1^i5'v'3:/X IQ. Chem. Soc. Perkin Trans 
I), 1988^, 1331-1335H, •^r^^^MJ'W'iS'— X(Chem. Lett. ), 1997^, 118 

5-1186H^cf5^$;j^TV^'^);^fe^fflV^5ri;^s-C#'5o 

^^■tir, Pd (dba) , BiNAP^^Minmrnmrnmu m'^ti:^M^rx2-z^ 

2 3 



-wo 2005/068439 26 PCT/JP2005/000209 

[0037] _hlB^(i9) <D5-T^y^/^'9-v:^it^i^<o^^mtvx{-x. #^cps^$^^ 

Chem. Soc. 1957^, 79#. 2245-2248H, v?-V— :^/^•;^3^"•;^^;^^^s/i^'• 
'^5>^hl'— (J. Org. Chem. ), 1966^> 31#. 3384-3390M{-l5ic$ixTl^'5 

[0039] mM^itm^<DM.i^^^mtL-xi-i. m^it, ^Ua) x^^m>^y-^—K, m 
[0040] mmmit&^i^m ^ ^bti^mitrntL-xi-i. m^it. mm. mm. iMtmrnm. hvy 



wo 2005/068439 27 FCT/JP200S/000209 

;*:tt^(t5|c)®i^^JNM-ECP200^ffiV^T. MS'r— iJ'fix Applied Biosystems 
?±Si(^ Voyager DE Prol^Lii^l^Xji^^ 
[0043] r'^5feMll 2. 3-v?bKP^'>-5-T$ydry:^-i^';>-(D-A'5fe 

(1)2, 3-v'T5y^hn^i^if:^(;5-^^ 
[{b36] 




[0044] 1^m(Dl-T^y-2, hci^:/-^Vl4g&p<:J'y— /l'225mUi^^U, 

m/z: (FD + )153(tf-^'fa:i53. 1396), 

IH-NMR: 7.7228, 7.7203, 7.7026 7.2433 6.9245 6.6209 6.6063 6.6038 6.5886 
5.9210 3.3978 ppm. 
i|X* 7. 79g(66. 5%) 
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[0045] (2)2. 3-i^hV^'^iy-5-=-h^'^y^-^VXO^^ 

Wt:37] 



NH 2 



-v.^^-'^W^ * (COOH )22H 2O 




[0046] 2, 3-v^T5y— hn^:/if>'4g(26. 12mmol) i:miS<^#i^2;d<fP«^6. 59g(52 

id* 3. 01g(55. 6%) 

m/z:207(tf^'fti:207. 144) 
[0047] (3)2, 3-v'fcKn:^r-JX-5-T5y^y=^i^!;^cD-^^ 
[^t38] 

S% Pd/C rr ^st-^ ■*=S!t^ 




OH 

[0048] 2. 3-v?h:Kndev'-5-::ihDdf^/dr-tMJ^2. OOg^r^^J'y— /V/v';td{-f-:/l : l^^K 
100g{C?§j^Lfcm. SJt&5^^+^tCT/VriVe^U. rixfC5%Pd/C ("^tK) 1. 0 

1. lOg 

m/z(FD+) :177(ft»'fill77. 1616) 

13C-NMR: 155.8030, 155.6504, 135.9570, 126.8390, 124.1303, 112.3265, 
109.6025, 103.8418 ppm. 
[0049] r-^5i6fiFil2l 2. 3— :^73i-yl^-5-T$7^y:^-i^UX7)-A-Bl?, 

(1)2, 3-i;^73i=i/V-5-nhndE-/a{^iM;:/(D-^^ 
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[>fl:39] 



NH 2 





[0050] 2. 3-i^r^y:=^hn^>'-eVl. 53g(l0mmol), benzil 2. OOgO. 6mmol)S:4 

/U;* 7 AT'tt ttl Lfc (f^^a^^/V : ^^-^l^ = 1 : 1 ) o 
ItZft 2. llg 

B 

m/z:327(ft-^{a:327. 24) 
[0051] (2)2, 3-i^:7::L=./U-5-T^y^y^->f-V^^(D^^ 




Hi 
5»/o Pcl/C 




[0052] 2, 3-v?:7^^/V-5-^hDdry=3rf-y^l. 04g^v=;^-d^-^^:/30g}C^j|?U. T/l^^^ 

5%Pd/c(#7K)o. 5g^^;!jpUfc. »^Tyw=i'^-C+^{cfi^bfc 

I|X» 0. 73g 



B 



ni/z:297(f+^{itM:297. 36) 

13C-NMR: 153.6055. 150.1185, 144.2280, 141.9619, 139.4516, 139.3524, 
131.1348, 130.0894, 129.9368, 128.7694, 128.6473, 128.3497, 128.1743, 
117.2098, 110.2511 ppm. 
[0053] r-^gfeM3l 2. 3-i^(4-^^^uy^=.;U) -5-T$ 



wo 2005/068439 30 PCT/JP200S/000209 

[0054] (1)2, 3-v^(4-p«^>'U73i=yk)-5-=hn^y^-!M>:^(75'^^ 

Wb4i] 




[0055] 2, 3— :^TS:y— hn^>'if>'l. 84g (1 2mmol) . 4, A-V':^=f-)V^l^i/}V2. 38g( 
lOmmoD^it^, ^i5^y— : l)40gJC^^¥LSJ^:?aS80°C-C'4^^ 

IK* 1. 30g 

m/z:355(ff-^1li:355. 39) 

13C-NMR: 154.8950, 154.8339, 147.0894, 140.7563, 140.1307, 139.8636, 
135.5984, 135.1253, 133.7061, 133.2254, 130.2725, 129.7003, 129.3188, 
129.1204, 128.4108, 127.7470, 124.2142 ppm. 



[0056] 




[0057] 2, 3-v=(4-^^yV''7a:n/W)-5-— ho^ydf-i^i;V2. 02g^v?;^^f-:/30g{C^j5f 

T/V=f>'T-gmbfc^iC5%Pd/C('g-7K)0. 6g^^;!J0L/Co Mryi^=*VX'e 

HX* 1. 36g 
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m/2:325(f1-aLM325. 14) 

13C-NMR: 153.6131, 150.1643, 144.0907, 141.8551, 138.6581, 138.5894, 
136.7047. 136.6666, 131.2721, 130.7761, 129.9292, 129.7766. 129.0365, 
128.9815. 117.2403, 110.0603 ppm. 
[0058] [-^-6^^141 2. F:¥v-7ai^yv) -5-T$ /i^^^)ly(D^1^ 



[0059] (1)2, 3-(4-v^p<h^>'7zIl^y^)-5-:=:hudf•y:3f■-^^y>C0-^J^g; 



[>ft;43] 



H3C0. 



NH2 




OCH 




OCH 3 



OCH 3 



[0060] 2, 3-v?T5y^No--i:x-^Vl. 54g(10mmol), 4, 4'-v=>h=^riy'<>-v=/V2. 25g( 
8. 3mmol)Sr. ^j|^(^iJ'y--/V:g^^=l : 1, lOOg) iC^j|?L, m.m.X-20^mS.J^- 



^m. 1. 24g 



m/z:387(f+aLlil:387. 39) 

13C-NMR: 161.0983, 160.9075. 154.3303, 154.2464. 146.9520, 140.6495, 
133.5993, 133.1415, 131.9207, 130.8448, 130.4099, 127.5104, 124.0998. 
114.1043, 113.8830 ppm. 
[0061] (2)2, 3-v=(4-^hdrv':73l^/^)-5-T5:y:3f-/d{-1^y^(Z)-^^ 
[<b44] 




OCH 



Hi 
5% Pd 




OCH 



3 
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[0062] 2, 3-(4-v?>h^->73ic:^/^)-5-::l^p:ary:3M^y>0. 55gi|fi^;^-=¥1^;^30g^C^ 



llXi 0. 37g 

m/z:325(f+»fii::325. 43) 

13C-NMR: 160.1369, 160.0606, 153.1324, 149,7370, 144.0144, 141.7483, 
131.3942, 131.2874, 130.6235, 117.1640, 113.8296, 113.6618, 110.0145, 55.3828 



[0063] r-A-Bfe^ilSl 2. 3—:^ (4-^P^-73i=/V) -5-T5 /^-i)-U^^(D^f^. 

[0064] (1)2, 3->^(4-:7't:i^-73i^/>)-5-— hodf-/d5-i^y:/(7)-^^ 
['fb45] 



[0065] 2, 3-v^T5yc^ho^:/-^Vl. 53g(10mmol), 4, 4—^yo^-<>Z^^U3. 68g( 
lOmmoD^g^^, ^iS^y— /V^-a-^^d : l)80gtC^A?UHJ^&ia.«70r-C30B$^ 

HKft 1. 89g 

m/z:485(f+#'f@:485. 12) 

13C-NMR: 153.4453, 153.3613, 147.0065, 140.7945, 136.8116, 136.3766 
133.7824, 133.2635, 132.0504, 131.8749, 131.8215, 131.3789, 128.5787, 



ppm. 
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124.9849, 124.8780, 124.7102 ppm. 

[0066] (2) 2, 3->^ (4-:^ n^:7^^yl^) -S-T^y^^r/^^i^y VO^^ 

Wt:46] 




H2 
5% Pd/C 



H2N 



N 




[0067] 2, 3-v'(4-:/n^7ai=:/V)-5-— hn^y:3{^f-i;^'l. 01g(2. lmmol)^v=:tdrf- 



1-0 



URM 0. 66g 



m/'z:455(ff-^fit:455. 12) 
13C-NMR: 151.966, 148.493, 144.065, 141.897, 137,920, 137.820, 135.042, 
131.706, 131.637, 131.492, 131.400, 131.248, 123.514, 123.377, 117.064, 110.452 
ppm. 

[0068] r^Mel 2. S-i^'^^i^^^Jl^B-r?. /^/drH^U^^O^B^, 

&.T(0(l), (2) <D;^)fe-C-^^Ufc:, 

(1)2, 3-i^i^:J^~/U-5-=-h'P^y^D-])XD^i5l^, 
[<b47] 



NH2 t<=*^ NO 2 




[0069] 2, 3-v^T5;y^hn^:x-eV0. 022g(0. 099mniol), 2, 2-^:i^:^/1^0. 01938g 
(0. IGSmmoD^g^^. ^iJ'y-yU^'^^^ttd : 1) 3giZ.^M^&lt^MM7 0X^X^30 
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ilXfl: 0. 04g 

m/z:339(tl^jil:339. 40) 
[0070] (2)2, 3->^^:3i-/ix-5-T$y=3f-ydr-tM;>'CO-^^ 

NO 2 Hi NHj f~\ 



[0071] 2, 3-v?^:i^3i/V-5-=.ho=arydpf-i;>'i. 01g(3. Ommol) ^v?;^=3r■t^>30g(^l^ 

il?L, T/v^f^-T'+i^t-M^bfCo 5%Pd/C (^tK) 0. 3g^^;!jpL. M 

T/k:JV-C+5>gifeUfCo ^<Dmtr;4c^:^^tcei^U. ^iai?24B#PBlSJ^;^$-e:/Co 

0. 40g 

m/z:309(ft-^fj£309. 42) 
13C-NMR: 146.569, 143.752, 142.111, 141.546, 141.233, 131.232, 130.614, 
129.064, 128.820, 128.553, 128.469, 127.530, 127.461, 116.911, 110.422, 99.902 
ppm. 

[0072] [^B^mii iQ-T$y (a. o 73i-^v?>o-^Bfe 

(1)1, 2, 3-hyT5:/^>'-^Vco'^^ 
[{t:49] 
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[0073] 2. e-v'^bnT^y^^lS. Og (82nimol) €:THF150gtC^^b^^. SJS;5^^+ 

[0074] (2) v'^^-y (a, c) y^y^-riy^'co-^^ 
[^t:50] 



[0075] 1, 2, a-hyr^y^^^-^VlO. lg(82mmol). 9, 10->'3i-:f->'hU>'dry>'14. 6g 
US. 17. Ig 

m/'z:295(|+^{il295. 11) 

13C-NMR: 146.932, 144.145, 143.084, 139.740, 133.473, 133.007, 132.656, 
132.213, 131.602, 131.488, 130.847, 130.473, 128.465, 126.869, 126.831, 126.663, 
123.900, 116.243, 108.647 ppm. 
[0076] [mmmi'\ 2. 3-iy-7^=.J}^-5-(4-Ti/y:^=.jU)T^y^/^'^V:y<D^!^. 

&.T(o(.i). (2) o^fe-e-a-^ufco 
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t-BuOK 




[0077] 2, 3-v':73i=i/l/-5-7'5/=3{.ydrf-U>-4. 0g(l3. 4mmol), 4-:7/V;rn=hn^ 
V-^>'2. lg(14. 9inmol), iy;^^/^yy^/\^^^iy}^100ml=^mWhfj^j()^h. t-y'h^ 
iy:hV^J^5. 0g(44. 6mmol)^i^c<«9^*DbfCe ^Mm-T^^. RSt^^^^^^m 



•wo 



HXfi 5. 4g 

[0078] (2)2, 3-i^^^=.jU-5H4:-T5./y:iL=^/)^)TS.y^y^-\)-])XD^^ 
[^b52] 



NO 




H2 
5% Pd/C 




[0079] 2, 3— ✓'7al=/^-5-(4-::^^07:Il^/^')T5:/=^/^■l^y>'5. 4g(2. 9mmol)^7"h 



7K)5. Og^^APL. M^^-e+:9-ei$lL-fCo ;i<75^Sr7K3^;(f^f-e^b, 

3. 9g 

in/'z:388(S+^M388. 17) 



13C-NMR: 153.597, 149.658, 142.978, 142.887, 142.009, 139.306, 139.199, 
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132.290, 131.283, 130.008, 129.825, 128.680, 128.588, 128.267, 128.130, 124.794, 
116.198, 116.114, 106.648 ppm. 
[0080] r ^ jfe^l 21 2 ■ ( 4-?i^JUy^^^U) -5-(4-T$ y 73:::iyU)T5 /^af. /dr-l^ ij 

(1) 2, 3-v^(4-^9^yU7^— yW)-5-(4-— hD7^-/U)T5/dr/dr-y-iJ^(D'^J5fe 
Mb53] 




[0081] 2, 3->'(4-p«^yW:7ai::^/U)-5-T5:y^y^-tMJ>'3. 0g(9. 2mmol) , 4-::7yV;i- 

ho^^ifVl. 4g(9. 9mmol). v^^^/V^/^*ds^'>Kl00ml^^i«lib/.e;6SP,, t 

-^>=ar->;<7yr>-i»3. 4g(30. Smmol) ^i^o<i9^^jqLrCo M*l-Tm> Sj^?^^^' 

o 

iRft 5. 9g 

m/z:446(tf^fji:446. 17) 
[0082] (2)2, 3-v'(4-^^yl^7:^— yU)-5-(4-T5/73i::^/l-)T5y=3rydriMJ>'0-^^ 
[^b54] 




[0083] 2, 3-i;^(4-^5^/U>'3i;:^/U)-5-(4-c=iNn:7ai^/l^)7'^/^y=^f-y:/5. 9g(l3. 2 
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pci/c(-^*)2g^^APL, wm^m-c+^mwki^fco ^(oM^TKm^^i^m^v^ 

ilXl: 1. Ig 

m/z : 416 (fh^tt41 6.20) 

13C-NMR: 153.605, 149.711, 142.719, 141.917, 138.573, 136.543, 132.542, 
130.977, 129.863, 129.703, 128.970, 128.870, 124.664, 116.198. 106.480, 21.352 
ppm. 

[0084] rjllfe^!l3l 2. 3-i^(4-?ih^~y^:ii-;U)-5-(4-Txyy:^=.?l^)T^y^/^^V>(D 




[0085] 2, 3—:^i4-?ih^iyy:ii^/U)-5-T^y^y^-\^U^^5. 0g(l4. Ommol), 4-77/v 
;^-o::^hn'<>'-M>'2.4g(17. Ommol), v^^5^/VX/V;^;dev'Kl20ml^^iH^U^j:;55Pj 
, t-^hdrv';&y!^7i.5. 7g(50. Smmol) ^J^o<i5gSAPUyto ^*Pi^T^, SJ^;^^^ 

M-C8B#^^^^-a:fco SJcSill■Tm^ ?^iPU<e;as?37KlOOml^ 

8. 3g 
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[0086] (2)2. 3-i^i4-yih^-y:7^^^^)-5-(4-T^yy:s^=^^U')T^y^y^D-]):^o^i^ 

Wb56] 




[0087] 2, 3-v^(4-p<h=¥v'73i::^/V)-5-(4-::^hn7ai-/U')r^y=¥y=SriMJ>'8. 3g(17. 
%Pd/C(^7K)5g^^SDL, S^^^-C^:9-Smu/2:o ^<3D^^7lc^;{f^tc«iaL 

llXft 4. 5g 

m/'z:448(ff^{it448. 19) 

13C-NMR: 163.766, 159.994, 153.131, 148.872, 142.940, 142.688, 141.803, 
132.420, 131.947, 131.329, 131.206, 130.779, 124.725, 116.076, 113.755, 113.625, 
106.411, 98.953, 55.324 ppm. 

[0088] mmm4'] 2. 3-i^(2-^^=^/v)-5-(4-T^yy^=^/i')TS.y^y^-^v:y(D^i^. 

&.r(D(l)^ (2) (0;^&-e^^Lfco 

(1) 2, 3-V?(2-5^^— /U)-5-(4-=hP7a:::i/k)T^y^y=^i^yX^-a'^ 
['fb57] 
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[0089] 2, 3-v'(2-f':n^yW)-5-T^y=¥y=3e-!MJV3. lg(9. 9mmol), 4-:^ /l^:tu=^h 
n^>'-1f>'l. 4g(9. Qmmol), >';^5=-/V;^/^*=^':/Kl5gt:fi#L7'^;6Sfc), t-^h^iy 
y^V^J>^3. 3g(29. 6nunol)^i^o<"!)^*PLfCo J^^JPJ^T^, SiS^^tfj^^^g 

urn. 2. 6g 

[0090] (2)2, 3-v'(2-5^ni;:LyU)-5-(4-T5y7^:=^yU)T^/df^yde-i^y:/(^^^ 
[-fliSS] 




[0091] 2, 3-i^(2-f^:i^::^/W)-5-(4-^hP^3^^/V)T^y^y=5rf-y:^2. 2g(5. Immol 

UM. 1. 9g 

m/'z:399(ft^jil400. 08) 

13C-NMR: 146.665, 143.161, 143.009, 142.619, 142.009, 141.413, 132.084, 
131.535, 130.443, 129.061, 128.840, 128.603, 128.473, 127.618, 127.512, 124.878, 
116.068, 115.931, 106.930 ppm. 
[0092] r 51 N-4-T$ yy=i^^U-10-Ti y v^^^y (a. 0 :7 m-^ v^lXCQ-^gg. 
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(l)N-4-— hP^air^/V-lO-T^yi^^^^CA, C) y zi^i-i^l^a)'^^. 




[0093] 10-T5yv^--^:>'y~(A, O^^oi-^-v^^-lO. 0g(34mmol), 4->'7U;ta— ha^vif 
1^4. 8g(34mmol), i^y<^/]^:^/T^^^-yh'500ml%:tStWV^j:7!)^h.t-zfh'^-y:iJV'y 

[0094] (2) N-4-T^/73i— 0-T^y v'-^^')/ (A. C) ^ai-^v^^^c^-^j^fe 




[0095] N-4-^hn^3i=:/V-10-T^ /C^^^/y (A, C) 7ai:hv?^4. 5g (10. 8mmol) ^ 

m/'z:386(tf^M386. 15) 
13C-NMR: 146.771, 145.183, 144.191, 143.244, 139.687, 133.526, 133.022, 
132.671, 132.236, 131.434, 131.389, 130.892, 130.587, 128.518, 126.877, 126.320, 
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125.892, 123.907, 116.319, 115.739, 105.960 ppm. 

[0096] rigifeM6l 7KUl2. 3-v^7ji— yU-5-(4-T$y>^3:— /U)T;y^y^■^^U>l(7^-^Bi?. 

/^)r5y^/:3fi^y>'0. 19mg(0. Smmol), ig:^^ifel. 05ml(llmmol)^N, N- 

— 700mV, it5|jg^50mVsec"'tU, 301^-f^?/^om^^^t§ISr^tV^, H^^fi-^Sr 
TOF-MS:m/'z 415(— 4^J|s:) , 772(~J:#:), 1156(H»<$:). 

[0097] r j|jifeM7l /-K'; i 2. 3—::^ U-y^/i^^3i=i/k)-5-(4-T$ y^jiri/MT; ydryar-ij-'j 

T$y:7ai:::i/V')T5y=3f-ydf-tMJ^0. 21mg(0. Smmol), ii^S^^l. 05ml(llmm 

T. ^-^-^-iCjzip^ottfce^^Oi-ffil. 0cm') ^^VN, #fiB,^{C 

|i^iai300"1600mV, jf ^lii^lOOmVsec 'i;L. 30^-<^jV0:>mML^^\^"^ 

TOF-MS:m/z 429(— *^4^), 92Q{r.mW), 1240(Hftfijs:) , 1667(Eg» 
«^). 

[0098] rifejife#l8l /-K'Jl2. -S— ::^(2-^rc^yk)-5-(4-T$y73.:=:/MT$yjf-ydr-»';>}(73 
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it^no^t-^> B&i}i\:.^m(D'^^^n^fCo 2. 3-v^(2-^^^/W)-5-(4-T5/-7 
3:=i/k)T=:/=^/=^lM;>'0. 20mg(0. 5mmol). i^i^^^l. 05ml(llmmol)^N 

IS400— 700mV, *i?l3titl00mVsec"'i:U, 30if'l'i^/K^®{£it^|^tTV\ MM 

TOF-MS:m/z 398 (—i^), 793 1192(H»f2^), 1602 (HS 
#:), 1987 

[0099] [mmmgi ^ku i n-4-t$ /:73i;=:y wi o-ts. (a. o o-^b^. 

(A, C) :73:-^i/>'0. 19mg(0. 5mmol), iii^^^l. 05ml(llmmol)^N, N- 

TOF-MS:m/z 781. 1(— 4ft:), 1167. l(Hi#:), 1552. 5imMi^), 19 
39. Si^&W-). 

[0100] r^jfe#Jiol /i<';f lo-rsyy^^^y (A. c) (d-^bS: 

15mg(0. 5mmol), iig:^^^l. 05ml(llmmol)^N, N-v?;?<5^/V/iN/VAT^K6 

^o^t^s^^ot-ffii. ocm')trfflv>, #Rifiit^g/Ag*^^Mu. n.n.it^m 
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'^^y:^7-J^{y^ — ^ — ^;^t5i^i»:#^±)tr.lV^T, S{i?r900mV{c|g^b®1?il. Oc 

TOF-MS:m/z 596. 9(~»^), 893. 9(3»fl:), 1192. 3(0*1*:), 148 
8. 5(514^), 1788. 7(A»^), 2088. 9(-t:4#:). 
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[1] 



^(la) 




(la) 



. C — C T/U'^yU^. C 

1 10 



1 10 



cry 



1 10 1 10 

. Yxw^^tix^^x^x^/^-ry^f-zi^m^ YT'gia^ix-cv>-r^>j;v^f^^— /v^^ y-c 

i^-CV^Tt)J;V^^'a•^xDTy— /vS(R'<i:R*<i:;a^ttftB:7::c^/vS, t°yi^/wS, i^V 

X'fi, -NH-R -NH Xf*-NH-R*?r^U, 

2 

R'fi, C —C TJV^V^y^, -C(0)CH-. -CH C(0)-, YXm.Wk^f\rC^^^X\> 

1 10 2 2 

J;v^2ffio-<^^f>'it, Y-es^$tLTv^-ct>J;^^2fl^5(Dt°yv=>'^, Ytrg^^ixT 
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[2] 



Y■^«^$i^■CV>■r^J;v^•^-7f^y^^, Y■eg^^t^.Tv^•r'iJJ;v^^al=/^^, Y 

Yfi, i^rys, ^hpS, r^ys, ^^f^-^^s, c — c 

1 10 

T/V'^/v^, c — c ^^uT/^df■/^s^ c —c T7U-=i=^v^g, c — c v-ryr/u:??- 

1 10 1 10 1 10 

Z}4, ^Nn-yVJE^, i^T/m. =hn^, T^y^, t'^/W^, C —C 

1 10 

T/V^/VS, C — C /NOT/l'dr/VS^ C — C T/Uri^iyS. C — C S^TyTyU^ 

I 10 1 10 1 10 

/V-S, -^y^JV^. =^:ji.z=.;V^^ t'ail/^S, :7U/V^X 




(2) 



T5:y: 



•^=¥v'S^ bTr^/kg, C — C T/W=3r/V^, C — C C — 



10 



c T/v^^v-^. c — c '>Tyr/v=¥yk^, z-ceia$tu-rvNTfcj;v^7ai::^y^S, Z 

10 I 4 
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[3] 



10 



Tyi'df-zi'^. C — C xNoT/Udr/uS, C — C T^l^=i^-y^^ C — C i^TyT/L'^ 

1 10 I 10 1 10 

/vS, :73i— /I'S, f:7 3: -^y^ji^^^ ^ ifny/v^, ^y/vSj;. 




(3) 



^^P^Vil^, v'Tyg, ^haS, T$/S. C T/l^dr 

1 10 

1 10 

z{i. x^^y:/J^^, v^rys. =hpS, T$ys> :x7Kdf-':ys, c — c 

1 10 

T/Udf-/Vg, C — C /^DT/^=¥/^S, C — C T/l^=i^-y^^ C "C >'Ty7'/U=3r 



[4] 



10 



10 



/us, 7ai:=i/Ug, }f-7:n=./]^m. -i-yf-J^^^^ =f-:x.=:.jv^^ ^V^^^X 

mIISR'Sl/R';a\ ^ix^'nJfi3i:bT. ^(4) 



>21 



(4) 



.21 



■^=^i/S, fc'^^/l'S, C — C T/V^ 

1 10 
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[5] 



[6] 



10 



10 



T/Udf-yvS, C — C >'>oT/U^/uS, C — C T/U^^v^S. C — C v'T/T/l'^ 

1 10 1 10 1 10 

ji-M. P'aic=^y^S, -i-y^^i^^. =f-ai=./vm. t'oy/wg, :7iJ/V^3?. 



CHjR 




22 



(5) 



23 



,26- 



■4^^>'S, fc-— yu^, C — C 



10 



T-zW-dr/uS^ C — C T/l-=i^-y&, Zt?gg|^n'TV^Tt3J;V^73^=./l'S, ZT 



10 



Z{4, /^py^^ig^^, v-T/S. T^/m. C — C 

1 10 

T/U^/US, C — C /'NDT/I^^/l'g, C — C T/U^i^v'S, C — C VTyT/l^^ 

I 10 1 10 1 10 

/um^ y3L=./um, }:fyai=-/um. -ry^^vm. f-^^-^v^, ^ oy/v^, :7y/vsx 



hIiIBR';^^^ ^(6) 

Wb6] 



30 r7 




2g 



— R" 



( 6 ) 



2S 



.30 



10 
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[7] 



[8] 



10 



•stf^v-Sx tr— /v^. c — c 



10 



T/>=3e^/vS, C — C ^^nTyi^=Jr/wS, C — C T/u=t^-y^^ c — C v'T/T/u^ 



10 



10 



10 



/>S. Z^sLZZ-jUm. tf^ai::^/!^^, If dU/VS, ^'U/^SX 



HUlER'^iS. ^(7) 

Wb7] 



31 



" 7' 



32 



( 7 ) 



W 



1 10 

^um^ c — c Tj]^=i^i^m. zxm.^^thX\^^x-i,X\^^y:i^^/i^M. zxMl^^inx 

1 10 



.32 



Ztt. /^n^^*^'!^^, v^T7S, =^hoS, T^ym. 3i^dr->S, C 



10 



T/V=3f-/V^, C — C -'^DT/Vdr/VSs C — C T/U=idrC/^, C — C v^TyTyl^^ 

1 10 1 10 1 10 

Lit8] 




(8) 



>34 
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y^^^l^mi-. 'yTJ^. =hnS, T5yS, ^if^^'y^. f-yUS, C — C TfV^ 

1 10 

1 10 

Z{4, ^M^yVlg^^-, ->ryS. r5:yS, ^xtK^s^:^^, tf=yuS, c — c 

1 10 

r/>^/vS, C — C /^^r>'^d^/^S, C — C T^Vzii^'ym. C — C v'T/T>'W'=¥ 

1 10 1 10 1 10 

J\y^^ :7^-/Ug, tVai— yl-S, •:^:7^y^S, ^:3i:=.yVg, t°ny/v^, I^U/l'S^?. 
[9] fulER'^^S, 5S:(9) 



p40 










r" r 



1 10 

C — C T/V^J^ev-S, Z-eeia^tb-CV^-Ct)±V^73i:=i/VS, ZTfgil^tLT 

1 10 

Z{±, ^Nn>5^:/J!^^, '>Ty^, —has. T5yS, ^5K^'>S. tr:^yVS, c — c 

1 10 

T/W^/Vg, C —C ^^PT/^=^/^S, C — C T>'U=id5^v'S, C — C v'TyT/l'^ 

1 10 1 10 1 10 

yuS, y^=-)V^^ t':73i=/i'S, ■:^:7^/>S, t'oy/uS, :7y/i'S3i 

«^-^^xPTy— yvS^^-To ) 

[10] flulBR'^N ^(10) 

mm 




(1 0) 



(^l3R"-R''fi^tT.^*iT443j:Li:, '>TyS. ^Nn 
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[11] 



[12] 



•5!K=Jfv'Ss tf=/vS, C — C T/W^ae/vS. C — C Tyvrs^v'^. ZT 



10 



10 



1 



10 



T/'i'=¥/vS, C — C /NPT/i'^yU'^, C — C T/w^'^v'S, C ->T/7'>'V=ar 

1 10 1 10 1 10 

^i^^. \fy::L=.jvm^ -r-7^jv^^ =f-3L=.;v^^ t°py/us, >'y/vS3?. 

fulER'^iS, ^(11) 

[ibii] 



>46 



i47 



»48 



,48 



(11) 



1 10 1 10 



10 



1 10 1 10 1 10 

jv^^ :73i— yu^^ tVai— /vg^ ^znn/k^, fnU/i^^^ 

tffiaR';55^ ^(12) 
[Ibl2] 




(1 2) 
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1 10 I 10 

z{*, vNuy^j^^^, ->TyS, =ho^, T5:/^. :^7i^^^ym. i^=-/^m. c -c 

I 10 

T/V=ar/VS, C — C ^M3T/>d«^/l'S, C — C T>'W='=3f-v^S. C v'T/r/W=3r 

1 10 I 10 1 10 

/kg, y3i=-/u^^ f":73i— yvS, •:^>'^/^g, ^rc-jTL/pg, t'ny/vg, yV^f'i^^X 

T'fe5fi^ISl-5<^)v^-f^^/el>l^lB^(DT^:y=3^ydr-^^y>'-^t:-g■#J, 

[13] sGiaR';as. 5s:(i3) 

Wbi3] 

R" I 

Jl I 1 ^ ^ ^ ' 

r" r'* 

1 10 1 10 

Zf4, /Noy^J^^^, i^ryg, :=^hag, T^/g, rczKdr'>S, li'— /^Ss C — C 

1 10 

TJV^Jl^M. C — C /^^T/^!3^/^g, c — C T7W='=3f^i/S, C — C iyTJTJ\^^ 

1 10 1 10 1 10 

/i^S, y^=-^\^^, \f7:jL=:.jv^^ -ty^^jv^^ =^:x.=.j]^^^ t:°uy/kg, :7y/kgx 
(*$i'^--xnTy-/kS^^i-o ) 

[14] ttllER'tR'i^JS^/lit-^-eM-a-UX^i^^^tbSS^OS, ^(14) 

[^bi4] 




(14) 



wo 2005/068439 53 PCT/JP2005/000209 



i^Tym. =-hom. T^ym. ^^^rv-^. t-^yuS, C T/V=¥/Vg, C — C 

1 10 1 

10 

z{±, ^^o^i^m^. ->rym. =-h^m. T^/^. =r-n<^^ym. k^^/v^, c -c 

1 10 

T/Udr/U^, C — C y^uT/l^^/l^M. C — C T/l^^idf-v'^^ C i^T^TJU^ 

I 10 I 10 1 10 

/l^S. :7ai:=:/US, t-^ai— /I'S, ■^:75=-/WS. ^ j.^:/!^^, t'oy/V^, ^y/UgJl 

[15] ^(Ib) 
[-fblS] 




C^*^ R'.S.t;«R''{i, ::n?>#S;i5-i^t-^.eo-c. -ch ch ch -ch ch o- 

2 2 2 2 2 

^ -OCH CH -CH OCH -OCH -CH CH -SCH CH -CH 

22 22 2 22 22 

SCH -CH CH N (r") -N (R) CH CH -CH N (r") CH -CH CH 

2222 22 2 222 

CH CH -CH CH CH 0-, -OCH CH CH -CH CH OCH -CH O 

22 222 222 222 2 

CH CH -CH OCH 0-, -OCH CH 0-, -SCH CH S-, -OCH CH S-, 

22 22 22 22 22 

-SCH CH 0-, -CH CH=CH-, -CH=CHCH -OCH=CH-, -CH=C 

2 2 2 2 

HO-. -SCH=CH-, -CH=CHS-, -N (R) CH=CH-, -CH=CHN(r')-, 
-OCH=N-, -N=CHO-, -SCH=N-, -N=CHS-, -N(r')CH=N-, -N 

=chn(r')-, -n(r')n=ch-, -ch=n(r')n-, -CH=CHCH=CH-, - 

OCH CH=CH-, -CH=CHCH 0-. -N=CHCH=CH-, -CH=CHCH= 

2 2 

N-, -N=CHCH=N-, -N = CHN = CH-, t)L.<{i-CH=NCH=N-^?f^fife 

^ R'{i. 7i<.m!^^. C — C T/v^/^S. C —c ^^Dry^^/^S^ C — C '^TJT 

1 10 1 10 1 10 
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z-eM^^^^•cv^Tt)J:v^9^^^>^^, z-eE^^tb'Ci^-ct>J;v>i;°n!;yi^s, z-t?B 

1 10 1 10 



Dry— /uS(R^i:R'<i:;asBtriE:73i;=:/vS. t°yi^/vS, 



3i:=i/VS, •^-:7f=-/VS, l^'C3y/VS> ^y/VSXfi^i'^^y'nry— /U; 

X'{4, -NH-R -NH 3^fi-NH-R^^^L. 

2 

R^fi, C — C TyV^^l^^'S, -C(0)CH -CH C(0)-. Y-Cgi^l^tbTV 

1 10 2 2 

il:$tl/-CV^Tt>J;^^2ttC0f^:^'73i>-^, YX'fi^fe$tLXV^-Ct.<tV^2'^ffi<Dt°P— 

R^4, ;*<;^il^. c "C Tjv^jv^, T-fe^/vS. yt- 



1 10 . .. 

=-?^^. Y-ca^$;Jx-Cv>-ctjiv^t:°y-^^/kS, Y-CS3^$^xTv^X^j;v^t-:73i::^/v 
S, Y-eai^$ixTv^X*3J:v^-^>'^>'VS, Y-c?ttil$^xxv^-C'bJ;v>5=-:r:=/i'S. Y 
trSJ^i^ixr V "^Tt) J; V > t°ciy/vs. Yt'S^^tL-cv ^rt> j: v ^:7y /usx fiYr-tt^ 

Yf4, ixrySx ^hoS. t$/S. =/vS> c — c 

1 10 

T/Vdf-yUS, C — C ^^nT/W^/Vg, C -~C TjVzi^I/^^ C — C i^TyT/V^ 

1 10 1 10 1 10 

/^S, z-cg^$tbTVN-ctj<J;v>:7i=>'vS, z-eg^$tbXv^T't)J;v>fc''yv?/v^, z 



wo 2005/068439 



55 



PCT/JP2005/000209 



[16] 



Z{4, />Dy>'M^=-> iXr/S, T^y^, :3i/J^de->g, c 



10 



T/l^^/V^, C — C /MnT/U^/WS, C — C T/'l^='^v'g, C — C v/TyT-'W:^ 



10 



10 



10 



/W-S, 7ai:=:/W^, }f7:ji=-/Um. 'ty'f'Ji'^, t°Dy/US, ^D/VSX 

^(Ic) 

[{bis] 

r2 

w 

N _ N 

r^'/^r*' 

1 10 

1 10 

:7^ypS, Y-effigi$ttTv>-ct>cfci/^5=-^— ywS, Y-cgife$;h.Tv^-rtjJ;v^i^ayyu 
Y-t?M^^ix-Cv >-c>b J;v ^:7y7Vg3i{4Y-CMi^$tL-cv ^-Cb J: V'>iSi'^^y"nTy 

R',S.t;«R''f4, J^(;l/^oT. -CH CH CH -CH CH -O 

2 2 2 2 2 

CH CH -CH OCH -OCH -CH CH -SCH CH -CH SC 

22 22 2 22 22 2 

H -CH CH N (r') -N (r') CH CH -CH N (R ) CH -CH CH CH 

2 22 22 2 2 222 

CH -CH CH CH -OCH CH CH -CH CH OCH -CH OCH 

2 222 222 222 22 
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CH -CH OCH -OCH CH 0-, -SCH CH -OCH CH -SC 

2 22 22 22 22 

H CH -CH CH=CH-, -CH=CHCH -OCH=CH-, -CH=CHO 

2 2 2 2 

-SCH=CH-, -CH=CHS-. -N (r')CH=CH-. -CH=CHN(R )-, -O 
CH=N-, -N=CHO-, -SCH=N-. -N = CHS-, -N(R )CH=N-, -N=C 
HN(r')-, -N(r')N=CH-, -CH=N(R)N-, -CH=CHCH=CH-, -OCH 
CH=CH-, -CH=CHCH -N = CHCH=CH-, -CH=CHCH=N-, - 

2 2 

N=CHCH=N-, -N=CHN=CH-. t)L<{i-CH=NCH=N-&ff^fifeb(C:<D 
tK^I^^, C — C T/l'^/L'S, C — C >'^^T/^dr/^S^ C — C v^T/T/V^/U-^ 

1 10 1 10 1 10 

^^n-cv^T-biv^f'^oic::/!^^, zxm:^^ixx\^xh^\^^-ry^/um, zxmi^^ 

X'i-i, -NH-R -NH X{*-NH-r'^^L. 

2 

R^tt, C — C T^\^^U>m. -C (O) CH -CH C (O)-, YtfKife^tL-CV NTtj 

1 10 2 2 

Y^?e^^$^^-CV^-ctJ;v^t°yv?/^^, Y-C'fi^$ix-Ci/^X'bJ;v^t-':73i— 
Y-eg^$i^T^^■Ct)J;v^■:^75^/^S, Y-x?gi^^$ti/XV >-C'b J;v Y 
xm^^thXlf ^Tt ^t:°ay/wS, YT*gife$tT.TV J;v ^:7y/i^^Xf*YT-BJ^ 

I 10 

T/U^^/l^S, C — C /MizT/V=^/^S. C — C T/^=i=^iXS, C — C ^yTJT)V^ 

1 10 1 10 1 10 
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« 

Z{4, />py>'J!^^. i^ryg, ^hDg, T^y^, ^^K^rv^S. c — c 

I 10 

TyU^/l^M. C /^^T/^=^/^^, C — C Tj\^='^i^M. C —C iXTyT/W^ 

1 10 1 10 1 10 

yUS, ^ai::^/^^, f^ai— /l^S^ "^^-f-yUS, t°ay/U'S, :7y/l'^X 

[17] ^(Id) 

[{bi7] 




1 (Id) 



C^^", R' 'SU^R' fi, wtbe>#S;6S— ii^}^;^io-C. -CH CH CH -CH CH O- 

2 2 2 2 2 

. -OCH CH -CH OCH -OCH -CH CH -SCH CH -CH 

2 2 2 2 2 2 2 2 2 

SCH -CH CH N (R ) -N (R) CH CH -CH N (r') CH -CH CH 

2222 222 2 22 

CH CH -CH CH CH -OCH CH CH -CH CH OCH -CH O 

22 222 222 222 2 

CH CH -CH OCH 0-, -OCH CH 0-, -SCH CH S-> -OCH CH 

22 22 22 22 22 

-SCH CH 0-, -CH CH=CH-, -CH=CHCH -OCH=CH-, -CH=C 

2 2 2 2 

HO-, -SCH=CH-, -CH=CHS-, -N(r') CH=CH-, -CH=CHN (R')-^ 

-ocH=N-, -n=cho-. -sch=n-> -n=chs-^ -n(r')ch=n-. -N 
=chn(r')-, -n(r')n=ch-, -ch=n(r')n-, -ch=chch=ch-, - 
OCH ch=ch-, -ch=chch 0-. -n=chch=ch-, -ch=chch= 

2 2 

-N=CHCH=N-, -N = CHN=CH-, 'bb<{±-CH=NCH=N-^?l^^ 
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10 



10 



10 



z-es^^l$i^■cv^■rt)J;v>^^=^>'^•S^ ZT'®^^tLTv^TtJ;v''fc°oi;/us, zr- 



R^'STJ^R' fi. dtl^b^^^^S— ^^C/£oT. -CH CH CH -CH CH -O 

2 2 2 2 2 

CH CH -CH OCH -OCH -CH CH -SCH CH -CH SC 

22 22 2 22 22 2 

H -CH CH N (r') -N (R) CH CH -CH N (r") CH -CH CH CH 

2 22 22 2 2 222 

CH -CH CH CH -OCH CH CH -CH CH OCH -CH OCH 

2 222 222 222 22 

CH -CH OCH -OCH CH 0-, -SCH CH -OCH CH -SC 

2 22 22 22 22 

H CH 0-, -CH CH=CH-, -CH=CHCH -OCH=CH-, -CH=CHO 

2 2 2 2 

-SCH=CH-, -CH = CHS-, -N (R ) CH = CH-, -CH=CHN (R )-, -O 
CH=N-, -N = CHO-, -SCH=N-, -N = CHS-. -N(R ) CH=N-. -N=C 
HN(r')-. -N(r')N=CH-, -CH=N(r')N-, -CH=CHCH=CH-. -OCH 



,4' 



CH=CH-. -CH=CHCH 0-. -N=CHCH=CH-, -CH=CHCH=N-, - 

2 2 

N=CHCH=N-. -N=CHN = CH-. tb<Ji-CH=NCH=N-^Ji^^L(rcD 



7K^0^, C — C T/l^^/V^. C y^xxTjv^/v^^ C Z^T/T/V^JV 

1 10 I 10 1 10 

, z-ee^^i^-cv^-c^>J:v^:73l— /u^, ZT-gi^$tLTv>T^j;v^t'y^x?/vs, zt?* 



X'tt, -NH-R -NH X«-NH-R*^^L, 



R {±, C — C T/V^l/^S, -C(0)CH -CH C(0)-. YXm.^^f\^X^^Xh 



10 
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1 10 

Yxe^$i^T^^-CtJ<tv^•:J-7'f•/^^, YT-ej^^tbTV ^-Ct>iv Y 

Yfi, ^^ny>'j[g^, i^T/m. ^NnS, T^/S, J^^=^>'S, K'^/l^S, C -C 

1 10 

T/U'Sr/VS, C — C y^^T/^^/^S. C — C T>'^=i=^>'S. C — C v'TyT/l^df- 

1 10 1 10 1 10 

Zfi, ^M=i-i7*:/i^^, i^ryg, ^hn^, T5:yg, ir'^/vs, c — c 

1 10 

I 10 I 10 1 10 

/i^S. t-Vai:^/^^, -^'7^yvS, ^m^/v^, t'ny/i'S^ :7y/vSX 

[18] MfBR''<bR''i;6S-^(c/^oT?F^^$tL5S^^ tS:(15) 
Wkl8] 




(1 5) 



i^ryg. =hnSx T^ys. ^itk^v^^^ if^/vs^ c — c r/i^^/vs. c — c 

1 10 1 



wo 2005/068439 
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[19] 



[20] 



I 10 

TyV'^/l^M. C — C y^uT^l-^/V^, C —C TyU=i^i^^, C ~~C i/TJTjVi^ 

1 10 1 10 I 10 

f\^^s :7zii=yuS, f:73irz/>s, t°oy/>S. ^U/i^Sx 



kYC:' h.-h%-m\c.fi^XW^^^Mmt^. ^(16) 



[^fcl9] 

/ 



74 



(16) 



■i^^'y^. \f=-jv'^^ C — C r/i'=^/i'S, c — c 



10 



10 



1 10 

T/l'^/L'S, C — C /NnT/l^^/l^S, C — C T?V-=i^'y^^ C — C 'yTJTJV^ 

1 10 1 10 1 10 

/u-g, yau=.jv^^ yL'S, ^m^/kg, i^nU/w^, :7y/i'^X 



SfIIER''tR''i;is— 5*; (17) 



/ \ 

H 

1^* 1^ 



(1 7) 



76 



•JiK^v'^^ t'— yUSx C — C T/Vde/i^g, c —C T/V=idr->-S^ z 

1 10 1 10 



wo 2005/068439 
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[21] 



10 



T/W=3f./vSx C — C -'NPT/>=3f-yvS^ c — C r>'U='=arv'S, C — C v^T/T/U^ 

1 10 I 10 1 10 

/US, :7a::=i/US, fc'^nin/V^, "^-l^^/l^S, Ifny/VS, :7y/>^X 



ft 1 |Bgj(^^y-v'— SrS-a-LT/.e ( 1 8a) 

Wb2i] 




(18a) 



1 10 



1 10 1 10 

/VS. Y-CB^^tbTV^Tt^iV^t'yi^/kS, Y-ee^^HTV^TtiiV^lf^ai^/VS 

, Y■C'M^^t^Xv^-ct3j:^^■:^:7g^/^X, Y-ee^$ti/XV^-C'b<J:v^f^j^:=:ywS, Y-C 
eiil^ixTV ■'T^j J:V ^t:°ny/uS, Y-CM^I^tLTV ^Tt. ■>:7y/VS3?.{iYX*«ia$ 
ttTV^Tt>J:v^*i'&^7"ory— /i'S(R',!;R*i;iSftfllB73i=/uS, t°ys^/uS, 



wo 2005/068439 62 PCT/JP200S/000209 

-ryf-JVm. '^::^=^jvm. fc:°Py/VS, /US 
X'{±, -NH-R"-NH-X{i-NH-R''-^^L, 

R"SU«R'*(i> ^n^f\M±L,X^ C — C TyU^^:^S. -C(0)CH -CH C 

1 10 2 2 

XV ^xt .tv ^2^(;d t°n— /w^, YXMife^tLXv ^X'b J;v ^2#(D77>'^X{±yxm 

^$nxv ^xt> ^^-^-^-r D^^^U. 

Y{±, />ny>'j!g^, ->rys. -hpS, r^ys, :3^7j<=¥>'S, t':=^/vs. c —c 

1 10 

T/u^y^S, C >'^DT/^^/^S, C — C T7U=i^v'S^ C — C -^T/T/u^ 

1 10 I 10 1 10 

/US. zxMi^^ixxv^xtijzv^^^^/wS. zxeife$tuxv>X'ijJ;v>t°i;^;=/uS, z 
xg^$ixxv^xt.<tv>if73i^/uS, zxg^$ixxVNXt>J;v>-t-:7f^/uS, zxg 
ife^ixXV ^X^> iv >5^^^yuS, ZXg^^tLXV ^Xt> J;v ^fc:°ny/uS, ZXgJ^^ti 

XV ^xtj iv ^7y/^sx(*zxg^fe$tl.xv ^x'bctv ^iNI-g-^T'pTi;— /us^^u (fc 

1 10 

T/U=Sr/US. C — C /M3T/U^/US, C — C T/U=i^v'S. C — C i^Tyr/U=af 

1 10 1 10 1 10 

yuS, ^'^^ /US, t':7^— /US, ■:^:7f=•/uS> f^^— /uS, t:°ny/uS. ^y/uSX 
f**e-^^xnTy— /US^^b(fc:f£U Z>S52fi^±(D^-a>ttlR|— ^O^^BSHiMt'cCo 

x^iv^). 

[22] if*^15fHtt(^^y-^— ^fi-^LX^'i-S^dSb) 

Wl::22] 



wo 2005/068439 
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(1 8b) 



C^^i, R'RXJ^R' fi. r;}xb#S;6^-S^Jc/^oT. -CH CH CH -CH CH O- 

2 2 2 2 2 

. -OCH CH -CH OCH -OCH -CH CH -SCH CH -CH 

22 22 2 22 22 

SCH -CH CH N (R ) -N (R ) CH CH -CH N (R ) CH -CH CH 

2222 222 2 22 

CH CH -CH CH CH -OCH CH CH -CH CH OCH -CH O 

22 222 222 222 2 

CH CH -CH OCH -OCH CH 0-. -SCH CH -OCH CH 

22 22 22 22 22 

-SCH CH 0-, -CH CH=CH-, -CH=CHCH -OCH=CH-, -CH=C 

2 2 2 2 

HO-, -SCH=CH-, -CH=CHS-, -N(r')CH=CH-, -CH=CHN(r')-, 
-OCH=N-, -n=cho-. -SCH=N-, -N=CHS-, -N(R )CH=N-, -N 
= CHN (R ) -N (R) N = CH-, -CH = N (R) -CH = CHCH CH-, - 
OCH CH=CH-, -CH=CHCH 0-, -N=CHCH=CH-, -CH=CHCH= 

2 2 

-N=CHCH=N-. -N=CHN=CH-. 'bb<(i-CH=NCH=N-^?|^^ 
<.r'}±. ;!K^iM^. C "C T/V^/VS. C— C x^nT/V^/l^S, C — C i^T/T 

1 10 1 10 1 10 



,2' 



c—c T/i-^^i^M. c —c T/i^=t^->'m.Yxw.^^nx\^'^xhx\^^:7:ji=. 

1 10 1 10 



. YXM-^^tix^^^xh^^^-^-y^/i^M. Y-eg^^^tuTv ^r^j J;v yt- 

M^^ttx\^^xhx\^^\:i'uD;um.Yxm.^^tix\f^xhx\^^yv/^mxitYxm^^ 



wo 200S/068439 64 PCT/JP200S/000209 

^c=i/vs, -yy^jv^^ 5=-rc:=:/i^^, t°Di;/v^, >'y/vS3^{±i^'g'^xDry— /US 

X^fi. -NH-R"-NH-Xfi-NH-R''-<Sr^U^ 

R"Sr/R"(*, ^tb^'tL^SlbT, C — C TfV^\^^^^.-Ci.O) CH -CH C 

1 10 2 2 

v^2iico-^-7^$'^'>'#^ Y■t?B^$^^•Cv^-ct>J;v^2#(;^f=■;<^7nl>'*, Y-cs;^^l$^^ 

TV^TtjJ:V^2i5(^t°n— /V^, YT*ei^$HTV^T't)<i;V^2'fffiCDy'7>'aX{4Y-t?B 
Y{4, v-ryS, T$/g, J^jJf^v'g, fc-'cri/Ug, C — C 

1 10 

T/Vdr/VS, C — C />PT/Vdf-/vS^ c — C T7W=«=3f-'>'S, c i^T/T/U^ 

1 10 1 10 1 10 

TV ^-Ob J:v ^^y/wSX^Z-eg^fe^tvTV ^T'b i v ^m^^=rxir^}— jvm^m. (fd 

1 10 

TyV=3f^/US> C — C ^NOT/U^/V^, C — C T/U=i^v^Sx C — C v^T/T/l'^ 

I 10 1 10 1 10 

/WS, :73i:=i/USx tTv'inJiiyVS, -r^^-^^/VSx ^ai:^/^^. If ny/U^, >'y/VS3i 
fi^'a--^XDTy-/VS^^L(fciffU. Z^S2fi^±C0:^-^fi|^— ;&^;te5tC^^=Co 



wo 2005/068439 
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(1 8c) 



10 



10 



R^'RXfR^'i:^. :Ltlh^m7f)^—Wcf£^X . -CH CH CH -CH CH -O 

2 2 2 2 2 

CH CH -CH OCH -OCH 0-, -CH CH -SCH CH -CH SC 

22 22 2 22 22 2 

H -CH CH N (R ) -N (R ) CH CH -CH N (R ) CH -CH CH CH 

2 22 22 2 2 222 

CH -CH CH CH -OCH CH CH -CH CH OCH -CH OCH 

2 222 222 222 22 

CH -CH OCH 0-, -OCH CH 0-. -SCH CH S-^ -OCH CH -SC 

2 22 22 22 22 



H CH 0-. -CH CH=CH-, -CH=CHCH -OCH=CH-. -CH=CHO 

2 2 2 2 

-SCH=CH-, -CH=CHS-, -N(r')CH=CH-, -CH=CHN(R )-, -O 

CH=N-, -n = cho-. -sch=n-, -n=chs-. -n(r') CH=N-, -N=C 

HN (R) -N (R) N = CH-, -CH = N (R) -CH = CHCH = CH-, -OCH 
CH=CH-, -CH=CHCH 0-, -N=CHCH=CH-, -CH=CHCH=N-, - 

2 2 

N=CHCH=N-, -N=CHN = CH-, 'bL<{i-CH=NCH=N-^?i^J5feU(:i<^ 

t^. ^tih(Dm<D^mB^i^"i^'^vti7i<.^w^^i-siyxmi^^tix^^xhx<. R'f4, 



7R^j^^=-. c — c r/v=3r/i'g. c — c ^M3r/'v=¥/vS, c — c v-ryT/v^/W; 



10 



10 



10 



X zxW:^^tix\^^xhX^^':^:^=-f^^s zxM^^tix\/^xi>X\^^i^])i^^i^^. zx 
ife$tuTv^xtjJ;v>if:7ai=:/us, zxW:i^^thX\f^xhi.\^^-f-:7'f-/um, zx 
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X'fi. -NH-R"-NH-Xfi-NH-R'*-^^b> 

R"&U?R'*(4. ^tb^tl^SEbX. C — C r^Ude^^S^ -C(0)CH -CH C 

1 10 2 2 

V'>2'(ffi(7:>^7i?l^:/^, Y-Xffi$l^tl.TV^TtJ;V^2'(ffi(3D^;rP'n::/^, YT-gil^tb 
TV <tV ■»2ffiOt°a— Y-ce^^l$^^TV ^2flB(^:77 V^X{*Y-e« 

Yf4, ^Nczy^'ig^, -i/Ty^, -hPg, T^y^, :3^7Kar^>^, \i'=-/um. C -C 

1 10 

T/i^=^yuS, C — C ^>pr/i'^/^g, C — C T>'U=i=^>'S. C i>'T/T/W'=3f- 

1 10 1 10 1 10 

■ee^^^i^TV^Tt3J:V^tf>'3l^>'^S, Z-eSife$;^^■rv^Tt)j;v^■:^:7f^y^S, ZTg 
TV ^Ttj =fcv ^:7!;yusx{iZTgJfe^nTV >T^j iv ^jff-^^xnry — /i^S^^U (fc 

Zfi, ^^nyVJE^. ->r/S. ^hc^. T^/m. ^/l^^v^S. K"— C — C 

1 10 

T/V^/V^, C —C ^NDT/k^/V^^ C — C Tyk=i^v'S, C —C '>TyT/U^ 

1 10 1 10 1 10 

/um. ^'ai— /I'S, t'T'airi/V^, t^-^^/l^S, 5^J^:=i/l^^^ t'ny/U'Sx ^y^'l'^X 

Tt)J;v^), 

[24] tt*«17|S«c(^^y^— ilra'^LT^i^S;(l8d) 

[{i::24] 



4 * 



WO 2005/068439 



67 



PCT/JP2005/000209 




(1 8d) 



C^^i. R''^t/R' 54, ^(C/^oT. -CH CH CH -CH CH O- 

2 2 2 2 2 

, -OCH CH -CH OCH -OCH -CH CH -SCH CH -CH 

22 22 2 22 22 

SCH -CH CH N (R ) -N (R ) CH CH -CH N (R ) CH -CH CH 

2222 222 222 



.2' 



CH CH -CH CH CH -OCH CH CH -CH CH OCH -CH O 

22 222 222 222 2 

CH CH -CH OCH 0-, -OCH CH 0-, -SCH CH -OCH CH 

22 22 22 22 22 

-SCH CH 0-, -CH CH=CH-, -CH=CHCH -OCH=CH-, -CH=C 

2 2 2 2 

HO-. -SCH=CH-, -CH=CHS-, -N(r')CH=CH-, -CH=CHN (R )-, 
-OCH=N-. -N=CHO-. -SCH=N-. -N=CHS-, -N(r')CH=N-, -N 

=chn (r)-, -n(r')n--ch-, -ch=n(r')n-, -ch=chch=ch-. - 

OCH CH=CH-, -CH=CHCH 0-, -N = CHCH=CH-, -CH=CHCH= 

2 2 



N- 



-N = CHCH=N-. -N=CHN=CH-, ^>L<fi-CH=NCH=N-^Ji^^ 



. r"{±, C —C T/l^^^/i^S. C —C y^nT^i^^/i^M. C —C i^T 

1 10 1 10 1 10 



R^RUR^'i-X. :Ltlib^mil)^—mi^^J:^X. -CH CH CH -CH CH 0-. -O 

2 2 2 2 2 

CH CH -CH OCH -OCH 0-, -CH CH S-. -SCH CH -CH SC 

22 22 2 22 22 2 

H -CH CH N (R) -N (R) CH CH -CH N (R) CH -CH CH CH 

2 22 22 2 2 2 2 2 

CH -CH CH CH 0-, -OCH CH CH -CH CH OCH -CH OCH 

2 222 222 222 22 

CH -CH OCH 0-, -OCH CH 0-, -SCH CH S-, -OCH CH S-, -SC 

2 22 22 22 22 
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H CH -CH CH=CH-. -CH=CHCH -OCH=CH-> -CH=CHO 

2 2 2 2 

-SCH=CH-, -CH=CHS-. -N (r')CH = CH-. -CH = CHN (r")-> -O 
CH=N-, -N = CHO-. -SCH=N-. -N = CHS-, -N(r') CH=N-. -N=C 

hn(r')-, -n(r')n=ch-, -CH=N(R)N-> -CH=CHCH=CH-, -OCH 

CH=CH-^ -CH=CHCH -N=CHCH=CH-, -CH=CHCH=N-, - 

2 2 

N=CHCH=N-, -N = CHN = CH-, 'fe>L<{i-CH=NCH=N-^ff^J5S;U(:icD 
tK^M^^, C — C T/l^^/vm. C — C XNUT/W^^/VS, C — C v-TyT/WsSr/i^S 

1 10 1 10 1 10 

x^4, -nh-r"-nh-X(±-nh-r^®-^^l. 

R"S.t/R''i4, ^tb€tL3iltL-C. C —C T/l^drUO^g, -C (O) CH -CH C 

1 10 2 2 

Yfi. y^u^i^m^. -yrym. ^hos, r^y^. 1117^=3?-^^^^ c — c 

1 10 

TyV^/VS, C — C /Nn7'/V=¥/^S, C — C r/W='=¥'>S. C — C -^T/T/i'^ 

1 10 t 10 1 10 

z-eg^§tiTv^T'biv^7ai-/i^s, z-ea^$i^-cv^•ct>J;v^l::°yv^/^S, z 
"cej^^tL-cv^-ct)<i;v^t":73i=.7uS, ZT?tt#i$H-rv^-ct>J:v>-t->'^/'uS, z-eg 

Z«, v^ryS. T^/S, 3:7K=¥>'S, b'^/l^S, C — C 

1 10 

T/Vd^/l'S, C —C /^ciT/l'^^/uS, C —C T/U=i^-y^, c — C "yT/T/l^^ 

1 10 1 10 1 10 



wo 2005/068439 69 PCT/JP2005/000209 , 

r. 

yvS, :7ziL=^/u^, tf:73i=/vS, i-y=f-^]^^^ t°py/i<^, i7i;/vsx .• 

tt^«l-~24^Dv^-fi^/el^lTOic^^T^y^/=¥f-ywt:-^^fe^L<}4^yT$:y^/ 
^^^1— 24wv^-f^^;5^l3SlE«K(^r$y=¥y^•i^y:/'^b'a'^^^b<{i^Kyr^y^y 

24(Dv^-m;a>i5fB^oT$y=ary^i^y>'ft:'g-i^X(4*fyT5:y^/^ 



